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h^5/aBft«^LTtiV^7xy#^T^ 
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[0033] SVU1*. R^**Ot$. R'tt. £S 

Ri-sr^tti^LTtJt^T/^y^;^ 

m 1 ~8T^lttR«rWLT t> Jt vv/\o7W y 4 >^», 
£W»1 — 1 2T^V-evaLh/ND-y>' % -ho*i^ 

**R1-1 2-C^V-evaLh/NDyv. -ho* 
* v Mi* h * ismm * H LT t * v x y * i^T/P* 
y>f/U«. !«WRl--8T4Wj«$r^rLTtJt^r/l'3 
*^*/Mf^;«. #SRl^8T**ttHRr*LT€>J: 

VV/ND7/P3^^^^/«, fc*Vm#8|»l — 1 

2T^V-tf^«l±y\D^>, -ho^^^h^yS 
JH^tlt i> Jt VV7 x— J\,Tfra*i,#A,#- >vmt: 
*r*\ ifc. R v R'jFottotAoy^ -ho 
h * y»25:W LT L J: V S 
K*JE«-r*» nl±2£»/>l 2*>ffl&£jjr*\ 
[00 34 )*X 3$VI, 5*Vllfc:i3tt*R v R'ii7S 
y**>*2ttT*>0. ffiidi. T-fe*/K 7Dtt=. 

.h^jfrlMCz. ^ iso~rh^r^A^^^ v tert- 
[ 0 0 3 5 ] &Ofc««tt>DM£JtSL 9 ^KfMD 

ttfcLTtt. mm. mm. v>m. 

^x^«r. ^fyx^^tt. p-h/WX 
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fcD* ^UXA^O^fc <Ch».Ber.. 1918.51,1500) * 

yi^*><r>*/T$S&Mi*l>MB*>tt (Synth. Co 
_m.. 1990.20.2599. JJfed. On*. .1988.31,898. J.Or 
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[00 39] IS (2) Cfcvvt. -hol^briia 

^ vvii«nrrr(n)t:i:->T ox:j&»A>^Mitrff 3 c 

[00401 XS (3) C3JWC % ^viioft^mt-h 
[004 1 1 XII (4 ) «*VVC. 5W<Ofl:£*Ptf>T5 
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9-2085 4 



1 1 

tcrt-rh*»'*JtoiC=Jl' ( Bo c ) <n&£i*M%tcm 

(z> <r>*teiiR<t*x-msii:mtR'rh zttzi^x 

[0042] IS (5) IZtairC. l^=WWWKVy 

roo4 3) xm (6) tz&^x. x-hru-r m 

T, *lll<Ofc£fc*t*4,rfc#T**. 

[oo4 5jxe (8) izji^x. 3tnitfMt:-£m*M 

DTn^^fcfctCMS*** ( fefci.tr. N.N- 
(fefcitf. #/P#>M 5 F. a^lttl^ 
«l<wfc#T**. ife. /NOT/H*>tttf>ft*>D 

is* p-m^x^x*^^***^*) ram^-Mfe 

[004 61 X6 (9) fcLfeWC. ^KOfc^Htfi&fiJ 

«rc*>»>. *n**v«iP<ofc^fcfcifc*3*» 

*/PATS K. X*y-/K n-7D>V 

-/K -fVToyty-/w*fc> ^aafc-rscfctcj^T 

(fefciar. mwcuthy^ 

i6«Wfc Lx&UBLV4mnxmnMtoiz&*'tt> ^ fc 
ft. *r*/ift. now. «uw. wmm. amn. ?L - 
^hmm±. a*tft mbw. j*»ft 

mfcLxa, R#ft mmm.mmm. «te 
*l a*ft *feft mmm. mmm. n<tm. am 
ft mm* *wm. wmmm. mmmm 

ft *tt«Sft *Sft*fc#<Nf£*i*. 

[00481 *\<wt&ttv*<r>WHr*mx. »t t 5 
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[004 9] X\<r><tttRV*<rXtttWU±. MB* 

[00501 

I R-X^ t*/WiB*#*I R-8 1 0. > 
H-NMRX^ M4t Varian Unity 400 MR Amra 

[0051] (JWt«l) 

2 f 4-^DD-3-ZhD#y»jy0.1 9* (0. 
768hdI) Jlt^N- < lyiSAs** zstl1l>#ZLA' ) - 
1 6 * (0.768m>!) 
20 ^hUX^T$^5«l«l». 7 01Cfc«RUTl^WI 
IfLfe. hUx^T5^i*ffiTW*Lfetl. «Hfc?c 

«EETW*Lfe. W*^V«^9»9A^irT>^9 
7-f -fcftU n-^trv-iWtx^ ( 2 : W 
v) *asw^HcJ:9. 4- [3- 
^fx^rsy) me/PT$y] -2-^00-3-^ 

hD^/»jy0.27g (0.65 l-ol) fcirfe»3fefc 

» [0052] »H-NMR (CDC i») & inm) :1. 
79 (2H,m) , 3.35 (4H.m) . 5.02 (1 
H.br), 5.18 <2H,s) . 7.1 5 ( lH,b 
r) . 7.3 7 (5H,m) .7.57 (lH.t.J«8. 
Ofe) .7.73 (1 H.t. J«7.8te) .7.90 
( 1 H,d, J-8.4Hz) , 8.21 <lH,d.J«8. 
Ota) 

[0053] (90IM2) 

to 4- [3- «yy^^^rsy) roir 

^T$y] -2-^oo-3--hO*/U^0.27 
g(0.651»l) f-^^y-Wl ObIOWUL. « 
mi*UU4R&0.22g (0.390»I) frlPi* 
a-C2^W»f Ufe. ra^trfl^UKII^K^h'J^A 

« ( N at SOi ) MKtttETfteLfc. 

W^-/K30 0: lv/v)ffibV»C±0. 3 

-7$/-4- [3- (1>lSW*l'*A'1tzZA,T$ 
0 /) TD^7Sy] -2-^DD^/«;y0.1 2f 



1 3 

(0.312««ol) fr**fe»*fc LT»*r. 

[0 0 541 4 H-NMR (CDC Is) * : 1. 

76 (2M.m) . 3.30 (2H,m) > 3.42 (2 
H.q,J=6.3Hz) . 4.21 (2H,bs) , 4.44 

(lH.br) . 4.92 (lH.br) . 5.16 (2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H.m) 

[0055] (*J«*3) 

rt,i>4^op -iH->r$^r4. 5-d*y 
ay) roe^rs/] -2-^0^/^0.12 

S (0.31 2«*ol) fchtfX^JfrsM'MUfc*- b0. 
5 2-1 (3.1 2««dI) 10 0X^WRLT3. 

smmmLt:. sumtmErmmLT. 1- [3- 

(^V^AoT^Jfrrt^^TSy) TOtr;H-4- 
^dd-1HH S^V t4.5-c] VJVO. 1 2 
8 (0.304-oD fcSWfefflfrfcl-T**:. 

[00 56] 1 H — NMR (CDC It) 9 (vm) : 2. 
24 (2H.m) . 3.36 ( 2H, q, J =6. 41b) . 
4.6 7 (2H.t.J = 7.0Ib) . 4.95 (lH.b 
r) . 5.14 (2H.s) , 7.3 1 — 7.39 ( 5H. 
m) , 7.6 2 (IH.t. J=7.8Hz) ,7.71(1 
H.t, J=7.8Hz) . 8.0 9 (lH.s) . 8.1 3 
(lH.d. J = 8.4Rz) . 8.21 (lH.d.J-8. 
4 Hz) 

[0057] (*Jt«4) 

1- (3-TSy yotfA,) -4-^PD-lHHS 

r4.5-c i*yu>--f»ittt*>frig 

i- [3- ( < v isn>** is*fri£=Ln,T a s ) -rvtt: 

fVl -4-^OD-lH-f$^/[4.5-c] */ 
t)y0.12g (0.304— ol) tCjHt*S-l« [3 
3%3 3il*ai£. SifiT1.5*raW*L*:. RJEft 
*«FFWb"U JMClN-*IWb^hU^*«« 
At^«Wc^lDi^no^Ar5@J*mt^. «i 
(NaiSOO tt*tt£*ET«*U W**i'V*y 

*y-/W-3 2%Wm (12:6: lv/v) »2iiWHC 
J:0. 1-(3-7S/7dW -4-^oo-lH 

— f 5^/[4.5-ci *yyy fi«tt6 0«(o. 

1 8 7hd1 ) fc»«fefflttJ: LT#fc. C<0t>W>frfc 

[00 58] 1 H-NMR (CDjOD) S (p*») : 1. 
94 (3H.3) ,2.39 (2H,m) . 3.12(2 
H.t, J=*7.8Hz) , 4.82 (2H,t.J = 7.2H 
2) , 7.70 (2H,m) , 7.97 ( 1 H.d. J = 8. 
0Hz) .8.27 (lH.d.J=8.0Hz) .8.41 
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[0059] (£*M5) 

l-(^rgy7ne/P)-iH->f$^/f4.5 
i- (3-rsyroe^) -4-?do-i h-4 $ 

//[4.5-c]^»Jy-IWtt60«(0.187 
■ol) **E**£i&*CAiu y^/-^l O.IJfctf 
JWrFftttT^-T 5«1 . 15 0X:t3«LT 

10 «WKL 1 N-*t^^U*A***0. 5«J€rlBi 

O-TS/TutT/P) -lH->f 5rV [4.5- 
c] ^y»J V-4-T5V1 lag (0.0455»«ol) 
^iW€a«mft(inp:24 3--24 5T: (KM) ) 

**. 

[0060] IR(KBr)cr»:3320. 317 
0. 1650 

•H-NMR (DMSO-di) * inm) : 1.93 (2 
20 H.m) . 2.57 (2H.t.J = 6. 61b) . 4.64 

(2H.t„ J = 7.0Hz) . 6.55(2H.s>. 7.2 
6 (IH.t. J = 7.2Hz) . 7.44 (lH.t.J- 
7.4Hz) . 7.62 ( 1 H.d. J=8.0Hz) . 8. 1 2 

(lH.d.J=8.0Hz) . 8.1 9 (lH.s) 

[0061] («t«6) 

a- r^*- (tert-rK^^^ -tt^^rsy) roe 
-2-^op-3-rhp^yjy<oM 

2.4 -S^OO-3--ht7*y ^0.5 9s (2. 
4 1k)I) AtXN- ( tert - 7> * istifrtf-fr ) - 
30 l,3-Tn/^i/T^y0.42g (2.4 1«bo!) * 

hyxt^rsvioti*. 7 0xridB«lLTi. 5* 

GimftLti. *ET h y x^T 5 > L . lift* 
ttfl^f-I^KiSWU *5*(Na*SO«)&* 

WXU 4 - [3- (tert-rh^^tf-^TS 

y) roe^7$/] -2-^dd-3--Ko^/ , J 

^0.6 1 g ( 1 .60»ol) £ftfeJ£A (mp : 159 
-1 6 IT:) tLT»^:. iO^W>5Ht^r-^i 

40 [0062] lR(KBr)cr':3310. 168 
0. 1580 

i H-NMR (CDC U) * (PP«) : 1.5 0 (9H, 
s) . 1.7 7 (2H.m) .3.27 (2H.q.J-6. 
1Hz) . 3.36 (2H.q. J=6.0Hz) . 4.82 

(IH.br) . 7.37 (IH.br) . 7.55 (1 
H.t.J«7.8lb) . 7.72 (lH.t.J«7.7H 
z) . 7.89 (lH.d. J=8.2Hz) . 8.27 (1 
H.d. J = 84te) 

[0063] (WW7) 
50 3-TS/-4- (\*Tt-7V*c*s*>H>*-*'T 
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1 5 

4 - [3- (tert-rh^^^-^ray) TOtT 
/l/T$yj -2-?oo-3--Kd*/U>'0.27 
g (0.70«ol) *x*y-/t-7«lfc*JKU fiHfcT 
• 2*«*0.55g (2.45«ol) 1 

irawsawL^. ^»»KiC«€'2N-ryt-r* 

£ft (Na,SOi) *ffT»*£®£L*:. S«* 

t^-B»xf^ ( 1 : 1 v/v) »a«#fc-fc 0. 3- 
T$y-4- [3 - (teri-rh^^^-;PT5 

y) rn^rsy] -2-?oo*y yvo. l 5g 
(o.4 2 8-od t&m&MtLxnt:. Z<Ot><0 

[0064] 1 H — NMR (CDC la) 9 inm) ; 1. 
49 (9H.s> . 1.7 3 (2H.m) . 3.29 (2 
H.i. J = 6.2Bz> . 3.3 5 (2H.q. J = 6.0H 
z) , 4.28(2H ( bs), 4.60 ( lH.br ) . 
4.7 5 (IH.br) . 7.44 (2H.m) .7.87 

{ 1 H, d, J =7. 6Hz) . 7.94 (lH.d.J«7. 
6«z) 

roo65] umms) 

3-T5y-4- [3- ( tert £/^r/P^~ A-T 

sv) rne^r$/] -2-^DD#yj>'0. l 5 

g (0.428— ol) fchyx*/M7^*/l^rf-hO. 
3 6.1 (2.1 4— ol) fciDiT. 1 0 0TrC2*H33 
*tC8 0Trci*W*Lfc. »Sffl^***ffTMi 

U ^DDsh^-^^y-^ (150:1—100: 
lv/OJftUHHcJfK 1- [3- (Urt-TM^ 

[4.5-c] ^/yyO.Ug (0.388m 
I) (mp : 1 5 5-1 5 6<C) fcLTU 

[0066J IR (KB.r)cr> : 3380. 168 
0. 1 520 

1 H — NMR (CDC I » ) * (pp.) : 1.4 7 (9H. 
s). 2.22(2H.m). 3.30 (2H ( q. J=6. 
4Hz) , 4.68 (2H. t. J = 7.2»te) . 4.7 <1 
H.br ) . 7.6 6 ( 1H. t. J = 7.6Hz) .7.72 
(IH.t. J=7.6Hz> . 8.09 (IH.s) . 8.1 
6 (lH.d.J-8.4Hz) . 8.2 1 (lH.d.J = 
8.4te) 

[0067J (XJfcft9) 

1- (3-Tgy!TDtf^> - 4-^QD-lH->fg 
^/f4.5-c1#y»JV^g 

l- [3- (Urt-rh^is/fArX-nsTSS) rot: 
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U>5 0as (0. 1 3 9bdI) «r«tX^P^3al«» 
ML. K»j7^DfW0.1 lml ( 1.39-dI) 

i n -**<t*- b 9 <><u*mm i ■iaww****. 

^nn^AT5l9ttmt. IBft (NaiSOi) fftMfiE 
TMBLfc. afctr^x-^x-ir/W 
4*#0) Thyf-^-hLT*ra^**nRU 1- 
(3-7$/7tHr/V) -4-^DD-lHM$r/ 
10 [4. 5-c]#yy^i4ir (0.0 5 36— ol) *B 

[0068] IR(KBr)cr' : 3400. 159 
0. 1510 

'H-NMR (CDC li+CDiOD) * (*») : 2. 
06 (2H.m) . 2.72 ( 2H f t . J = 6.8Bz) . 
2.98 (2H.br) . 4.64 ( 2H. t . J =7. OH 
z) . 7.57 (lH.t.J = 7.6fe) . 7.61 (1 
H.t.J = 7.6Hz) , 8.03 (lHs) . 8.05 
20 (lH.d.J«8.0Rx) . 8.1 1 (lH,d.J-8. 
OBs) 

[0069] (mmio) 

1 ~ (3-TS /7D^) - 1 H-^f T4 . g 

(3-rsyTotrn-) -»4-^dd-i h— f s 

*V [4.5-c] VI 4af ( 0.0 5 3 6—dI > 

trW»BttK«?»<CAn. * * y - A- 5 il&t^Wl 
*TVt-T 3.1 1 5 0lCC»|LTl«Wf 

30 U^A*»»0.3ml^i.tW«te^^ttLT. 1- 

(3-T5/7De/P) -lH->f$r/ [4.5- 
c] */»>-4-T$>amg (0.0331—I) * 

[0070] (wtmn 

4- \y^7$y-i-r 3 - (t.rt-ruv 

5- cHy;>g>ft|fi 

1 - [3- (terl-rh^^/U^XA^T^y) TOtf 
40 ^]-4-^DD-lHM$//[4.5-c]V 
»JV30«x (0.083 IhoI) tW^7$yiil 
1 5 0X^T3DflLT3lWMtffL^. 

^hy^A*»*rC3»U. «t (NaiS04) It. It 

o: iv/v) arasB^ic-fco. 4-^^rsy-i 

- [3- ( tert- 7b* UiVVftZLArT $ y ) TOtT 
» /H -iH->f srv [4.5-c] ^yyv3 5« 
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(0.081 1-oD *efe»*<n>p: 17 1-17 

100711 IB (KBr)a' 1 : 3330, 170 
0. 1 590. 1 540 

> H-NMR (CDC 13) a (pp«) : 1.46 (9H. 
s) . 2.1 8 (2H.ni) .3.25 (2H.m) . 4. 
5 7 <2H,t.J = 7.0lb) . 4.64 ( IH.b 
r),4.95(2H, d, J=*5.2Hz) .6.05 
(lH.br) . 7.26-7.36 (4H.m) . 7.4 10 
7 (2H.d. J = 7.6Hz) . 7.5 1 ( 1 H. t.J = 
7.6H2) . 7.8 2 ( lH.s) . 7.9 2 (2H. t , J 
= 8.0Hz) 

100721 (WtMl2) 

4- ^>T5y-l- [3- (tert-rh^y 

5- c]^yjy30«(0.0695«oI) t4rK3i 
1C**U *Kft^$^AH«[20*] O.lg 20 

— fclftU ^OD^A-^^yHH 3 2%Mft 
(6:3: lv/v) *SiSWrJ: DSW*Ol«tt*** 
UfcJITt&ASriPRU l-(3-7$/rotr 
-1H- f $^/ t4 > 5-c]4fyUy-4-T 
5V7«g (0.0290«ol> *tt«fe»*fc 

C00733 immi3> » 

4 - f 4- (tert~^h#y> »^-K^T$y) 

2 t 4-^DD~3--hD#/'jy0.72g (2. 
97nol)MN- (tart-:fK*a'#/t'#X/P) - 
l,4-^TS/^y0.56g (2.97»ol) £h 
ijxfmyi 2»l*. 7 OTCMfrLT 1 . 5*13 

U (MgSOOtt. *^»**f:»£L 

fc, Ritfrn-^^y-yx^x— ttiK 1 : 1 v/ 
vJthyfaWhUfKL. 4-[4- (ter 40 
t-rKy^-^7S/) T^rsy) -2- 
^DD-3--hD#/»jy0.97g (2.46»ol) 
^«fe«3tc(mp : 1 25-1 26. 5«C> tLX& 

[0074) IR(KBr)d-':3340, 328 
0. 1 680. 1 540. 1 520 
1 H-NMR (CDC I $) 9 (nm) : 1.4 6 (9H. 
s), 1.63 (2H,m) . 1.78(2H.m). 3. 
1 9 (2H.q. J=6.4Hz) . 3.47 (2H,q,J = 
6. 1Hz) . 4.6 8 ( IH.br) . 6.4 1 ( 1 H.b 50 
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r) . 7.52 (lH.t. J-7.7fe) , 7.74 (1 
H.t.J-7.8fe) . 7.91 (lH.d.J-8.4R 
z) . 8.1 1 (lH,d.J=8.4Hz) 
[0075) UWt«14> 

*y):r*jPT*yi -2-^pp#y'iy^ 
4- [4- <t«i.-:Th*So*A'#XA/r$y) r+fr 
-2-^DD-3-~ND^y»jyo.5g 

(1.27»1) *X*y-/H 3*it:**u mitt 
run * 2**wn .og (4.4 3mdi) 
rmhkl£. 2 n -rytxr^it. 

^no^A-C20ttaJt. fc» (A**) • fcfc (N 
atSO.) flL *ET*«*W*W:. «Bt«r^y^y 

Kx*A> (2 : lv/v) JHHHHcJt 0 BMkfrft** 

-T$y-4- t4- (tert-rh^tfA^x^TS 

y> *>*r$-/] 1 2* 

(0. 3 2 9»ol) fcfcfettAi: LT»fc. COttfXD 

[0076] IR (KBr)cr 1 : 3270, 168 
0. 1 540. 760 

* H-NMR (CDC Is) * itvm) : 1.4 4 (9H. 
s> , 1.64 (4H.m) . 3.17 (2H,q,J = 6. 
Ote) . 3.27 (2H, t, J = 6.6Hz) . 3.89 

(IH.br) . 4.15 (2H,bs) . 4.5 9 (1 
H,br> . 7.4 7 (2H.m) , 7.77 (lH.d.J 
= 7.6Hz), 7.89 (lH.d, J-7.2lte> 

(0077) (H»W15) 

1- f4- ( iert- ^A^tK^I^T 3 J ) 7+ 

JUl ->4^PP-lH->f$^ / ra.s-d *y 

3-T5y-4-C4- (iert-yh^^/WsK^WT 
$/) y^T^y] -2-^no#/»jy0.14g 
(0.384n>l) fcMJXf-rt^^Mgfc*— h0.3 
2»l (1.9 2-»l ) tUDi.. 1 0 Ot:C;W»L/t 1 ft 

*y-/W (150:1—100: lv/v) WMHHCJ: 
0. 1- [4- (lcrt-rh#^^X^T5/) y 

[4,5-c] * 

/•jyO. 12g (0.32 1— dI) (m 

P : 14 8-1 5or) fcLTWfc. z<ni><rxr>ft*fr 

[0078J IR(KBr)cr« : 1695, 1510 
i H-NMR (CDC 1 3 ) * ipim) : 1.4 2 (9H, 
s) . 1.6 2 (2H,m) ,2.06 (2H.m) , 3. 
21 (2H,q, J=6.4Hx) . 4.58 (1 H,b 
r) . 4.65 (2H. t.J=7.4Hz) . 7.66 (1 
H.t.J = 7.2Hz) . 7.72 (lH.t,J=7.6H 
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z). 8.0 2 <lH r s) . 8.13 (lH.d.J-8. 
4Hz) . 8.21 (lH.d. J-8.2Hz) 

[0079] (imni6) 

'JyO.lOg (0.267«>I) *Wt*+Uy6mllz 
WML. hU7/W^alNK0.2lBl (2.67»l) * 

ci N-*itft^hy^i^c«a2.iat^Att*^*it 

T^OO*A^T50lftfliU lat (NaiSO^) ftji 

^^»«f)ThU^AU-hLTIfaMlieTOL. 1 
- (4-Ti/yf^) -4-700- 1H-4 $rV 
[4,5-c]^i;y4 5«g(0.1 6 4-oD *SW 

[0080] IR(KBr)cri:3400, 295 
0. 1670. 1520. 1360 20 
1 H— NMR (CDC li) * <m) : 1.51 (2H, 
m) . 1.96 (2H.m). 2. 6 6 < 2H. t. J*7. 
2Hx) . 3.03 (2H.bs) . 4.53 (2H.t,J 
= 7.4Hz) f 7.56 (lH.t, J = 7.4Hz) . 7.6 

0 <lH.t.J-7.5lte) . 7.97 (lH.s) , 8. 
02 (lH.d.J=6.4fe) . 8.04 (lH.d.J = 
6. 4 Hi) 

[0081] (£Jt*ll7) 

i- (4-rsyr^) -iH^^/ra.g- 
l- (4-r$/rw -4-^dd-ih->( $r 

V[4.5-c] *SV>40wg < 0.146M1) £11 

>*-T4«i^jni. i soxxzmLTimm&L 

1 n -*awt:-r h y *-mc*«o . s«j was 
**TOl^*y-/l^?H»Lx. i - u-rs 
/rW-lHMS//[4.5-c]^/i;>- 
4-75V14W (0.0 54 8— oi) *ttmft&ft*A 
(m P : 22 7-2 30. 5"C <#§*) ) t LT1t^. 40 

[0082] IR(KBr)cr>:3340, 318 
0. 1 650. 1 530. 1400 
1 H — NMR (DMSO-di) * (pp») : 1.30 (2 
H.br). 1.39(2H.m). 1.89(2H. 
m) , 2.5 5 <2H. t, J-6.8Hz) . 4. 5 9 (2 
H,t.J-7.0Hz) . 6.56 (2H.bs) . 7.26 

(lH,t.J = 7.4Hx> . 7.44 (lH.t.J = 7. 
7Hz) . 7.62 (lH.d. J = 8.0Hz) . 8.05 
(lH.d.J=8.0Hz) . 8.19 (1H.8) 
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[0083] (xmmis) 

4-^s^T5/-i-r4- (teri-rn^n, 

1- [4- (tert-rh#^n.rfl^T$y) 
AO -4-^DO-lHM$//[4.5-c]^ 

yy70«(o.i87»i) cos;/P7Sy2iit 

15 0rt3tflLT3iMMWfL^. *ET3** 

^Wk^^^^c2swbmt^. *a* ******* 

^MJ^**j«rCfc»U (Hi (Nat SO* > ft. K 
J'***— W#U ?oo*/u*-;rf^y— /Ml 5 

o : i*/*)m&w&Hzx')* 4-o^ray-i 

- [4- (tert-rh*5oM'#x*T$y') 

- 1 H — f S [ 4 . 5 - c ] * y 51 ^ 7 9 ag ( 0 - 1 
77-d1) (mp : 151-1 53. 5«C> 

**. 

10084] IR(KBr)cr»:3380. 331 
O. 2930. 1680. 1595. 1540. 124 
5* 1160 

'H-NMR(CDClt) fi (pp.) .1.4 2 <9H. 
s) . 1.58 (2H,m) . 2.02 <2H,m) . 3. 
18 <2H.m) ,4.55 ( 2 H. t . J = 7 .4Hz) „ 
4.55 (IH.br) . 4.95 ( 2H.d, J-5.6H 
z) . 6.03 (1H, t. J = 5.6Hz) , 7.23-7. 
3 6 (4H.m) . 7.4 7 ( 2 H. d. J = 7. 6 Hz) . 
7.51 (lH.t. J=7.8Hz) . 7.75 ( 1 H. 

b) , 7.90 (2H.d. J=8.0fe) 
[0085] (£Jt*19) 

c1^/*jy-4-7$yg)^ 

4-*>*S>UT$S-l- [4- (bert-7h*i>'*A> 
X^TSiS) 7+*} -1H-4 S^V [4.5- 

c] *yyv67«g(0.1 5 0— d!) ^K5ildf 
JUL, *m<\W7iS'7A-Km [2 0%] 0.1 5 8* 
iHi2BBWflH^. RiEfcfrS'fcU ttET8tt 
«r«* L*rft»»* V fj y>i>* ?J±9wvr?7 4 

(6:3: lv/v) *2iiW*J: 9B*mKD|W6*** . 
T*#y^LTfi8fc*jTOU l-(4-7$/rf 
^) -ih— rsrv U.5-c ]*>>•/ V-4-T 
$>i4*g (o. 0548-od zmm&toxt L"C# 

[0086] (Xft*|20) 

1- T3- r f4- (y7^/lX^y) -1 -tf«C 

f4.5-cl^y*j^-4~y^v^rtg 
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a) Og (J.IndI) JUM- (3 

-Ti/ro^) -1H — <£*V [4.5-c] * 
ytj^-4-T5y0.24g ( l-ol) *N.N->>* 
f/^ATSK 3 OmltdBSU l-O-Wf*'' 
TS/Toe/V') -3-xf-**Jl*f5M5K-*ltai 
(EDCI) 0.29g (1.5— ol) trtatX^mTl 

^ddW^^/-^ (10: lv/v) T3EH*a5 
Lfc. *W****?«*U fcflKNatSOO 

*^RW«:tf*UT. 1- [3- [ (?ooTHr 10 
+>V) Totf/H -1H— f Sf/[4.5- 

c ] * / U ^~ 4 -T 5 >*>ttfetf**»fc. Z<D<££ 

{00 871 b) a) mbtlfrl- [3- [ (7o 

y-*5aifc**u 4- (y7x^**M^) 

U> ? V-ffllWao.l4K (0.472— ol) RTfXXbk 
*tV'J^48mg (0.566— ol) fcflQi^ 7* 

mwRarauc. ******* i/c** * ****et 20 

tcffU ?oo*/WA-**>'-A'(30 : 1—20: 
lv/v)»fflWtt:*D. 1- [3- C C4- (^7x 

ntf/p] -iH->f$rv [4.5-c] #yu^-4 

-7$y2 0ig ( o.0364»l ) fc»*fe^WlrKi: 

*. 

[0088] IR (KBr)cr 1 : 3320, 165 
0,1 525,1070.700 30 
l H~NMR (CDC 1 3 ) * (ppa) : 1.7 0 (2H ( 
m) . 1.86 (2H.m) , 2.19 (2H,m) , 2. 
27 (2H.t, J = l 0.4Hz) . 2.74 (2H. 
in) . 2.98 (2H.s) . 3.39 (21f.-q.J-6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H,t.J« 
7.0Hz). 5.49 (lH.s). 5.60 (2H.b 
s) . 7.21-7.36 (1 OH.m) , 7.38 ( 1 
H.t. J-7.2Hz) . 7.51 (lH.t.J=7.7B 
z) . 7.82 ( lH.d.J = 8.2lfa) . 7.89 ( 1 
H.s) . 7.90 (lH.d.J=*8.0Hz) 40 

[0089] (%*J*21) 

1- f3- (7^ >J^7$y)7n^1-lH->f$ 

i- (3-r$yrow -1H- i srru.s 

-c] ^/y>-4-T^0.24g (IboD *N. 
N-^^*^T5K3 0»l«RiL. 
75mI (l.lnol) W\- (3-y^f^7*/r 
o^) - 3 -Xf ^^5/'^ S K • «W0 . 2 9 

g (1.5-od *a*£a?3.5*njii*u:. 
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( 1 0 : lv/v) r4BWttL^ «tti» 
JMcTSUtL. <Bi (NatSO«) Ik MEETMMIfrff 

ftU ;DD^-^^y-/K8 : lv/v) JV£S 

ThUf-iU-M-"CCTS[t. 1- [3- (T^U^X 

5/)ro^]-iH->f^/t4.5-c]#y 

•J^-4-7^0.14g (0.474— dI) fc«*fe 

(mp : 173-1 751C) fcl/C#fc. Z<Oi>*> 

[0090] IR(KBr)cr»:3330. 320 
0. 1630. 1525 

iH-NMR (CDC Is) 8 (m) : 2.?5 (2H, 
m) . 3.47 (2H.q,J=6.5fe) . 4.61 (2 
H t t,J = 7.0fe) . 5.47 (2H.b») , 5.7 j 
(IH.br), 5.71 (lH.d.J-10.4h). 
6.09 (lH.dd.J»16.8. 10.4Bz). 6.3 

2 (lH.d.J = 16.8Hz) . 7.3 3 (lH.t.J- 1 
7.6fe) . 7.5 3 (lH.t.J = 7.8Hz) . 7-83 
<lH,d.J=8.4l!z) . 7.92 ( 1 H, s ) . 7.9 

3 (lH,d.J = 8.2Hz) 
[0091] («t«22) 

i - r^^ r f4- (^^n,xh*is) -l-ex. 

x _ [ 3 _ (T^DA-TSy) TDtA'] -lH-«f 5 

*y [4.5-c] ^yyy-4~7$>'0. i 2s 

( 0. 4 0 6m>I ) ^X^y-/H OildWIl. 4- 

(i/^x-;^h^^>) tr^y^v -fflltto. l 3 k 

( 0 . 4 2 7-ol ) arXWMc*^h !) *A3 8« ( o. 
447—1) fctti.. lWrtHWUfe. ^FWIPfcfjft 
I/O**. **»**»U «aE«rT/P$^^^o^ 
h^57*-CtfLfc. ^DD^A->^/-^{4 
0 : 1 v/v) *a«#CJ: 0 BWfctr**>. 
x-t^C h»+*\<"-h ITfK L . 1- [3- 

[ [4- (y'7x^ M-SO -l-tr^ys^m 
/t>MA0 T5y] 70^] -1H-4 S^V [4, 
5-c]^y»J>-4 -75^7 5«(0. 1 3 3— 
1) (mp: 178-182X:) fcLT» 

[0092] IR (KBr)cr 1 : 3 3 3 0, 320 
0. 1640. 1530. 1080, 700 
•H-NMR (CDC Is) * (p— ) : 1.6 1 (2H. 
m) . 1.84 (2H,m) .2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 ( 2H. t . J -6 ,0Hz) . 
2-54 (2H, t,J«6.0Hz) . 2.74 (2H. 
m) . 5.48 (1 H.s) . 7.21-7.54 (1 1 
H.m) .7.51 (lH.t,J«7.7te) .7.83 

UH.d.J=8.4Hz) . 7.9 1 <1H,b) . 7.9 

4 (lH.d. J = 8.4Hz) . 8.68 (IH.br) 



(13) 
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(0093) (XMM23) 

»/f4.5-c1 »y>Jy-4-T$V^l£ 

1- -1H — f 5^/ [4. 5- 

c]^/yy-4-n^0.26g (1«dI) *N.N 

- is* +Mfrtl'2± T 5 F3 0*J£*SU 

5^1 (1.1— l)2UM- O-^t^Ti/rn 

e;p) - 3 -x***jm*»^ $ h - isirao. 2 9 S 
fcjtoi* ^ooxM^riS^fc^oo*/^-** 

( 1 0 : 1 v/v) T4EH*aiL*:. StM*** 
U ?OOatyW>->*y— * (10: 1 — 8 : 1 v/ 

v)«hkhcJ:9* i- [4- (r^u^rsy) r 

-1H — f $^/[4.5-c]*yy>-4- 
T^90mg (0. 291 mmo 1 ) fr8»fe»* 
(mp : 176— 178*0 tLXtt. Z*>%><r><r>to 

[0094] IR(KBr)cr»:3320, 320 
0, 1 640. 1 530 

1 H-NMR (CDC It) * (fvm) : 1.65 (2H. 
m) . 2.04 (2H.m) . 3.40 (2H,q,J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2Hz) , 5.50 

(2H,br), 5.52(lH,br), 5.65(1 
H.d. J = l 0.2Hz).6.03 (lH,dd t J«16. 
8. 10.4Hz). 6.27 ( lH.d.J = 17.0H 
z) . 7.3 3 (1 H.t. J = 7.6Hz) . 7.5 3 (1 
H.t. J = 7.7Hz) . 7.8 3 ( 1 H. s ) . 7.8 3 

( 1 H.d, J=8.6Hz) . 7.93 (lH.d,J=8. 
4 Hz) 

[0095] (Wt«24) 

1- T4- T U- (y7i^ -1 - e^ 

yyvyp/yjn/) r^] - 1 H->f 

1- [4- (T^U^T$y) -lH->( 

v[4.5-c] v-4-rs>-*5*g (0.27 

5wm>\) *JL*y-A>7«lfc:8Ji*U 4 - (y7i^ 
*h*is) e^y^y -«MWI88«(0.2 88MD 
I ) Al^flaMcJH* b V 2 5« (0.30 2»l ) £ 
1*JW»«L*:* *WM:*-iiLTIJi*. 

fttfc. ^OD*;U-^^/-^(5 0: lv/v)» 

ubjhz * 0 stt* *-**>. »««^x-x^r h •/ 

M/CFttU 1- [4- [ [4- (i/'7x- 

/kxh*>-) »i-^yy>7o;v^^] ray] 

-1H-4 [4.5-cJ 4 

-7$V48«(0.0832«>I) *efe»5fc (m 
P : 1 74-1 7 6TT) t LT»fc. :<0tWM? 
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[0096] IR(KBr)cr':3370, 310 
0. 2950, 1640. 1530. 1090. 75 
0. 705 

* H-NMR (CDC 1 3 ) * (ppm) : 1.4 8-1.6 
3(4H.m). 1.77 (2H,m) • 2.01 (4H. 
■ ) . 2.30 (2H. t.J = 6.0Hz) . 2.44 (2 
H.t. J«6.0Hz) .2.63 (2H.m) , 3.28 
(2H.q. J = 6.5Hz) . 3.3 7 (lH,m) . 4.5 
6 (2H.t. J=7.2Hz) . 5.42(2H.bs). 

10 5.47 (IH.s) . 7.21-7.35 (1 1 H. 
m) . 7.51 ( lH.t. J=7.7Hz) . 7181 (1 
H.s) . 7.8 2 (1 H.d. J = 8.0lfe) .7.92 
(lH.d. J~8.0Hz) . 8.58(lH t br) 
10097] (%jtf!25) 

1 - T3- T f4- T (4-»PP7iaH 7,^ 

* Mr^l - 1 -^'JyyTDMy^l T*yl y 
pg*l - 1 H-4 $ ^/ f4 . 5 - c 1 *S U >-4 

1- [3- (T^UA'TSy) 7D^] -lH->f$ 
2D *V[4.5-c]*yy>'-4-TS>'50*g(0.1 
6 9ho1) eJC^y-A^rttCiftfU 4- t (4-? 

6ow(o.i78»i)&r;flaMc«th'j^i6i 

« (0.186aol) ZtotXlBUmMSLLt;. 

( 4 0 : 1 v/v) WMHHC* 9SDWfc«fc*>* »*« 
[ [4- [ (4-;do7j-^) 7x«^h^] 

30 - 1 -e^y^vro/ty>fn-j r$y] td^p] - 

1 H->f [4.5-c] 4fyU>'-4-T$>'4 

0«(0.0669«ol) *Sfc»5fc (mp : 170- 
1 7 2.5TC) t LXfttl. :otW«?Wf-f 

[0098] 1 R (KBr)cr' : 3320. 320 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC la)* (mm) : 1.5 9 (2H, 
m) . 1.8 1 (2H.m) , 2.13 (2H.m) . 2. 
20(2H.m). 2.37 (2H.i. J = 6.0Hz) . 
40 2.54 (2H. t. J-5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H.q.J*6.4Hz) . 3.40(1 
H.m) . 4.59 (2H.t.J = 7.0Hz) . 5.43 
(IH.s). 5.45(2H.bs). 7.23-7.3 
4 (1 OH.m) . 7.51 ( 1 H. t . J = 7. 6Hz) . 
7.83(1 H.d. J=8.4Hz) . 7.9 1 ( 1H. 
s) . 7.94 ( lH.d. J«8.4Hz) . 8.59 (1 
H.b r) 

[0099] (3SStH26) 
1- T3- (4-jrpp;^/>f^7Sy)mtf 
50 4^1 -lH-^$^/r4.5-cl^yU^-4-T 
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] - (3-75/rotT/l,) -1H-4 [4.5 
-c] »J^-4-T5 V0.24* ( 1— ol) £N. 

fi«0. 1 1 ftl ( 1 . 1 hdI ) mm - < *-&*+*>t 
= /TOtT/P) - 3 -X^/W#/p5tf>M 5 K • gtttt 

o.29k < i.5-»i ) z&itm&Timm&Lti* & 

***tt*rafc*U JHi(N-atSO«>lft» «ET» 
hl/CCTXU i - T3- (4-^nnn/r^y>f^T 
l j y . 4 -. T iy30« (0.0867a— I) trftttfe 

[0100] IR <KBr)or> : 33 30. 32 0 
0. 1650. 1 530 

1 H-NMR (DMSO-di) («>■) : 1.91-2. 
04 (4H.m) . 2.26 ( 2H, t . J = 7. 4fe) . 
3.12 (2H.q.J = 6.2fe) . 3.64 (2H.t. 20 
J-6.6HZ) . 4.59 (2H.t,J = 6.8lfe) . 6. 
58(2H.br), 7.26 (IH.t. J = 7.4B 
z) . 7.4 5 (lH.t.J = 7.8fe) . 7.62 < 1 
H.d, J=8.0Hz) . 8.03 ( 1 H, d, J-7» 6H 
z) . 8.0 5 (lH.br) . 8.20 (IH.s) 
[01011 (*ft«27) 

1- T3- T T4 - <V?*-,l,*h*^) -i-e^ 

l- [3- <4-^oDA-r^y-f/PT5y) roe ao 

/W] -1HM [4.5-c]#/'jy-4-T 
$y2 5m (0.0722— ol) . 4- (^i^ 
tf^»J^>*ttttttll44«g(0.144«ol) 
fttmift#y^4 0>* (0.28 9ft— I) fcN.N-^ 
^^WW-kTS K 3 1 0 0*C£Jfc*LT 81* 

ISJHtttL*:. RJ5«fcr*^Jtei. 7oox|t/i'AT2016 
BU OB* (Na 2 SOi) «ET*«Sr«*Ln:. 

n*/W*--*:7y--/P (150: 1-70: Iv/v) » 

M/C. 1- [3- t [4- (y*7x^h 

- 1 - tr^v i?>-7? s 4 n>) r$y] roe 
;H -iHM^/[4,5-c]^yyy-4-7 

5^1 5« (0.0 2 6 0—ol ) fcSfett* (mp:! 
58-1 62. 51C) fcLTfcfc. w^t^W^HtW 

[01021 I R (KBr ) or 1 : 3200. 164 
0. 1 530. 1 070. 700 
1 H-NMR (CDC Is) * (ppi) : 1.62 (2H. 
m) . 1.7 7 (4H.m) ,2.10 (2H.m) . 2. 50 



19(2H.m). 2.29 (2H.t. J -7.0Rz) , 
2.34 (2H. t. J«6.4Hz) , 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5Hz) . 3.40 (1 
H.m) . 4.58 (2H.t.J = 7.0Hz) . 5.45 
(2H.bs). 5.47UH.S). 7.19-7.3 
4 (1 IH.in) .7.51 (lH.t. J = 7.7lb> . 
7.82 (lH.t.J«8.4fe) . 7.92 ( 1 H. 
s) . 7.93 (lH.d,J=8.2fe) 
[01031 (IWW28) 

i - r^- (5- »pp^y^7$y) roe 

it,1-1H»f^rr4.5>cU/Uy-4-7 



1- (3-7$yroW -1HM $*V[4.5 
-c J *S*)>'-4-T$>0.3 2& (1.33ft— 1) 
fc-N.N-^f-^/W^TS K4 0«llca»U 5- 
^DD«»0.15a! (1.4 6-oD Al^l- (3- 

y^^rayrotri^) -3-x^^^>f s f 

-ttlM80.38g (1.9 9ft-!) **D£XaTlft» 

fftnr. RJKftt^cJrlDi:. Mftx*^*C20*^fc? 
DDits/WA-^^y-lU (10: 1 v/v) *r2BJttttL 
fc. WftW**a*rifc*U fl^t (NaxSOt) «L 
i«*«ET«fcLfc. «tt*x-^TKU*^U-- 
hLTJTRU 1- [3- 

T5y) Totr/H -lH--fS^/[4.5-c]# 
y^-4-TSVO.l 6g (0.445— ol) 

[0104] IR(KBr)cr>:3470. 329 
0. 1650. 1525. 1395 
'H-NMR (DMSO-de) * (pp«) : 1.62 (2 
H.m). 1.70 (2H.m) . 2.00(2H,t.J = 
7.0Hz) ,2.12 (2H.t.J=7.4Hz) .3.12 

(2H.q. J«6.3Hz) . 3.62 (2H. t. J = 6. 
2Hz) .4.59 (2H.t, J=6.9Hz) . 6.6 1 

(2H,bs) . 7.2 6 (lH.t. J=7.6Hz) . 7. 
4 5 (lH.t. J=7.8Hz) . 7.63 ( 1 H,d.J = 
8.4te) . 7.98 (lH.br) . 8.04 (lH.d. 
J=8.2Hz) . 8.21 (IH.s) 

[01051 (£*0I29) 

1 - T3- T f4- (y7x-^h^y) -l-g'* 
7S/l7 D^1-lH->fS 

i2L f4,5-c1»/uy-4-7$y^ 
1 - [3- (5-;oo;K^/>f/P75/) Tot: 
AS\ -1H- f 5rV[4.5-c] ^/y>-4-7 
$V50« (0. 1 3 9a— 1) . 4~ (y*7x-^h 
WJyy «|«84 2ig(0.13 9— DH 
lX«M^y>A58ftg (0.4 17—1) *N,N-S*X 
*/P**AT5 F3ftl*T. 1 0 OT:CjW6LT7l«3 



10 
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^DD^-^^y-^ (100: 1—70 : lv/ 
v ) «MB*C J: 0 @Wtt€r**>. »«ff^x-f^ 
rh^^AU-hLTrRL. 1- [3- [ [4- 

ro^] -ih->( $rv [4.5-c] *y 

y>-4~r^>-2 0«g (0.0 3 38»1) €rSfe» 
3fc(rop: 152-154T}) LT»fc. 

[0106] IR(KBr)cr>:3330. 320 
0. 2940. 1 640. 1530. 1070. 700 
i H-NMR (CDC la) * (pp.) : 1.50 (2H. 
m) . 1.6 4 (2H.«).l. 6 9 (2H,m) t 1.84 

(2H.m) . 2.08 (2H.m) .2.19 (2H. 
m) , 2.20 (2H. t, J = 7.4Hz) . 2.30 (2 
H.t.J=7.2Hz) . 2.70(2H.m>. 3.36 

(2H.q. J = 6.5Rz) .3.41 (l H.m) .4.5 
7 (2H.t.J = 7.0Hz) . 5.45(2H.bs). 
5.49(lH.s). 5.94 (lH.t.J = 5.8H 
z) . 7.21-7.37 (1 IH.m) . 7.52 (1H. 
t.J»7.7Hz) . 7.83 (lH.d. J=8.4Hz) . 
7.90 ( l H.s ). 7.92 ( 1 H. d. J - 8.4Hz) 
T0107J (XH0I3O) 

1 - f3- (6-ro^^^^T^>) TP* 
/PI -lH->f 5r*rr4.5-cT*y»J>-4-T 

1- -1H — f $^/[4.5 

-c] ^yy>-4-TS>'0.24« ( 1— ol) *N. 
N-y**Jl^/W*T5K3 0ilfc*»U 6-7nt 

^ro>io.2ig ( i.imdD&zm- (3-5** 

f^TS/TDt/P) -3-X*jMr/PsK>M SK-i 
IW0.29g (1.5«dI) €rJDi. 3MTlWI*fL 
fc. Ki5afc:Affl*^i.lWftx^T2Blttii5L. £ 
j»(NajSO«)(|, *ET*£ trTCL*:. a**x 
— r/W£ *>tC*T h ^.xU- h LT^ttU 1 - [3 

- ( 6 -rro^s^y-f n^r 5 y ) roe^] -ih 
— r srv [4.5-c] v;y-4-7$^5o«i 
(o.i 2 own) *Rafe»5fcfc Lxftfe. ;ot<o 

[010 8) I R (KBr)cr 1 : 3330, 320 
0. 1 540. 1 540. 1 395 
1 H-NMR (DMSO-de) 9 (pp.) : 1.36 (2 
H.m) . 1.52 (2H.m). 1.70 (2H.m). 
2.00(2H.m), 2. 1 0 (2H.t, J = 7.0H 
2). 3.11 (2H.m). 3.60 (2H, t.J = 6. * 

VA,t'?y*S5'7U-h (SP-20) 
S'Mf^VTDt:^ ( I PM) 
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*8te) . 4.59 (2H.t.J«7.0Hz) . 6.56 
(2H.bs) . 7.25 (1H. t.J-7.4fe) „ 7. 
44 (IH.t. J = 7.4Hz) .7.62 UH,d.J = 
7.8te) . 7.95 (IH.br). 8.03 (lH.d. 
J=7.4Hz) , 8.20 (lH.s) 
[0109) (%Jt*|31) 

1~ T3- f f4- (^i^^) -l-tr«t 

Iti&S&tZdAil 7* 'I 7D^1 -1H-^g 
^f4.5-c]*y»Jy- 4-Tg>ir>^ 

i-[3- (6-ro^^y-f^r$y) mtr 

IP] — l H— *f \ f x f [4 . 5 — c ] tl 4 — T 
5^4 5«* (0. 1 0 8-ol) % 4- (y7x-/M h 
tT^U^> *iamS6 5Bg (0.2 1.5— di) R 
VKM*y>J»59m (0.430-dI) *N,N->?X 
tn^^7SH 3«14». 1 0 0X:fc^LT8«BWI 

tttt (NatSO«)«. *EET»1**V*L*:. A*fr 

A-^-^(150: 1-70 : Iv/v) fftf*S*> 

-hLTTOU 1 - [3- t t4- (x7x^> 

*^) -l - ^ y $sy\*+rs 4 AO r$y] roe 
/u] -ih-4 srr t4.5-c] 

5V28w (0.04 62mo1) (iX^(mp : 

1 51— 1 5 5-C) fclTllfe. COL^OJBISWt* 

[01101 IR(KBr)cr>:3330. 294 
0. 1630. 1540. 1070. 700 
« H-NMR (CDC l») * (pp.) : 1.3 1 (2H. 
m) , 1.48 (2H.ro). 1 . 6 3 ( 2H.m) . 1. 
70 (2H.m) . 1.86 (2H.m) . 2.07 (2 
H,m) . 2.17 (2H.t,J«7.6lfe) . 2.20 
(2H.ro) . 2.27 ( 2H. t . J - 7. 6ftz) . 2.7 
1 (2H.m) . 3.37 (2H,q, J = 6. 5Hz) . 3. 
42 (IH.m) , A. 57 ( 2 H. t . J -6. 8Hz) » 
5.45(2H.bs), 5.50(lH.s). 5.62 
(lH.t,J=6.0Hz) . 7.21-7.37 (1 1 H. 
in) . 7.5 3 (lH.t.J=7.7te) . 7.8 3 (1 
H.d ( J«8.4Hz) . 7.90 (lH.s) . 7.93 
.( lH.d. J = 8.2Hz) 
[0111] («t«32) 



30 



40 



0.2s 
2.0s 
0.4s 
7.4s 
0.0s 



[0 1 121 sorxzta&Lt:V*t'r>>*s?*>u-*z>*b (SP-20) 2 g iz*xbhl#*o. 2g^lfl 
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xmmuz. zti^ »x+>*tvT*x» ( i p 
m) o.4 g****:** mtMmmi&or:) ix 

[0 1 131 (itwwi) 

2%-f 5«rMMW>ft* 

s ox:c«fcUfc4 y x*r y * g C*BB»t4 9 

888 1 5fcE«*«WrC«Lfc-f 3** K0. 5 g 

M*fWM*Lfc. cwc. lasmm (box:) lx 

Jav^fift^-tV^l 9.5gfcJo£* Mff Lflrt^* 
[01 141 <lt««2) 

o. i zx^y^yvwm 

[01 151 <*H«33) 

( 1 ) 

<W3 0 0-6 0 0g<OlK, Hart I ey*tK 

I sh i i t> (Maimyn-Sctaiedcbcrt's Arch. Pbaraaco 
1.. 332.219-223. 1986) tZX 

3 71CtClna L££&iff (Krete bicarbonat 
ei:NaCl 118.1^ CaCli 2.5nH, K 
HiPO* 1.2*. KCI 4.6*. MgSOi 1.0 
■M, NaHCOs 25«K. glucose 11.1*. P 
H : 7.65) t»tlfcl0il7^X«»CM 
U 9 5%Ot, 5%COt<oate#A€:jifcUt* 
<7>1»fflft** 1 g U *<ttRGStomL*&to h 5 

(NEC San-el. Type 45196A) 
EE^JTXT (NEC Sait-ei.Type 1236) fcfrl/C4 * 
?BU?+3-r— (RIKADEMK1 R-50) ±£%»Ltl. 
[01161 »*U 1 «HB incubation LXfrk 

[01171 tx?$>zjaxmu&m*m*^ 4 s 

**F ( 1 My^-lHH [4.5- 

tzmt* (DMsoo-r^A«»«rr^«ii»»io. 

1%) Lfc. 

[0118] (2) ttJt 

r hSMFttat A* S VIMS* 5 0%WWtt* 



mt£%*>*« ( i Cb*tf) *HT*>*i£*i\ ** 

«22. 24. 27. 2 9JlV310ftd«Wiy7x^ 
[0 1 19 J 

[HI] 

XI 
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utt*** >ftm cicm] 


< ± F 




W97x>b F5i V 


1.5x1 CM 


«M2 2 


3.4x1 0- f M 


«i«2 4 


4.0x1 0 f M 


***2 7 


1.9xlO- f M 


XM2 B 


3.4xl0- T M 


JOM31 


2.2X1 0- ? M 



[0120] («*W34) 

aamBBKgBBBftffl 

(i )tt*fcfrifc 

[0121] a>r-£*fc*>iw 

0.9Xttfct r* !I9A*II2 Oslfc^t 9 
- ( Dermtophagoi Oeayleronyast nus : International B 
Sologieals, Inc. ;tot. Ho. 14679) 1 gMSflDU 3 0il 
^WWrKWUiWIT- 4000-45 

oorp.r*^^-r>fxtfc (asttTFwe^-M* 

W*U saT3 5 0 0n«T5i»flra€rfTVn ±«* 
»oaRJWt«Ufe (««A) . 2HM193B 

HC) tM-jH»Ua«W (H*K*(*> : Seamless C 
ellulose Tublnng) »»A. B. C frtfl'ttlJfA 

u 4trro.9%«^h^ ? >^***^*t^ T— 

ft. afftfr-**:. affftT*. fc»A. B. CO*x 
rt9Wm<t9>rt9fZMft*9 r* (Protein assay Reaften 
t BCA Kit : FIERCE. Inc. ) TWgU 5 0 

Hj***mrcMILfe. £Ji**>3iS**»*l/C 

1 5il«y7DKI//f a-^C1 OilfoWU 
[01 221 Oflftf^&t^fi 

WB^*««^r-l«C»*^40irO 1 SJHKtoLfck 
[0 1 23]»B«tt0«^2 1BttC. 0.9%«fc 



(17) 



tt»¥9-2085 4 



3 1 

[0124) Q&mwwavmmmmmm 

tz&MZmLTz. l3ttL*ifc*l*l OX+tfeM'Vy 

«an <4oofis) ia*ica££D«>jn&m* 

[01 2 5) JWW*<%) - < (im^jffmR 
R) 1X100 

[01 2 6) *«-»*»*0JO3 

WW 3 2o^rttfc:j: OfWLfc. 

[0127] ®m*&*tf>m 

ft&ft^- : Occlusive dressing technique* 

X2 



32 



10 



* (ODT) ) 

* < own. *^*«^waw**+ 

Tfi-W^fWBtt-r-T (Johnson ft Johnson JGDJCAL IN 

-)U3SXr<r>X 3 CStSttB Jt 0 3 BR&& L*. 
[01 28)*B»B-*SB (£&£(*) -£fiXB 

(1*30) 
[0129} (2) It* 

2%*5**K*». 3O«RMk^K02%«t#. 0.1 

[01301 
[*2J 



[01311 











•Kfi 




0.33*6.33 














51t.82kl29.fl6 






lM.-0± 3X22 


m 37 


«MI2 2<tWtG* (2X«ff) 




237.6± S3. 76 


54.29 


o. 1 2 kb**^* 




281.6± 60.64 


49.67 


* *[*3] 






?BKt(fl/ei) 


■■i:£ir»'j 




12.60±8.00 


II 


*fWHI 

^-«B _j 






StMMI (cost) 


371.42* 71.03 




»H2 2<DftHr (2NRff) 


217. 40± 68.51 


41. 46 




61.60± 1L04 


8136 


«W2 70ft«t(2Xttt) 




235. 60± 97.11 


36.66 


WMI29©ftst(2Wt) 




382.00± 97.72 


2.53 


***3l04tft« (2KttV) 1 


169. 76±13LB 


56l 99 


•« 2 a leffmr^i ~±s. t r# u 





[0132] (90*0135) 



*IMMi49S<0Ba I b/c?>)* («) tB*?kT 
<tt> J: OPAL 1 aSaaftBSTOttrXMCCftL 

*50 tz. 
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[01 33) OHWWSfc 

-,4 3(8). P1099.1W4) . -«r*>^ n&Tfr7 
* 'y (OVA) lii<fc>J«fl:T^$-^Ay^(alui) 4 
■g£*tr£H*tta 2 5 0 m I frKfcrtft* t T»f^ L 

/xgOVA <2 0/iD tTCAAffiKLfe. »»^> 

[ 0 1 3 4 1 ©2«£SS«ra6*>»£ 

o v atss-t* 1 1 «at 2 4 iaat*i2 t 

[0 1 3 5) ®WM***«! 

(CMC) IdWBU 3»24*HSWfc 2«BW9C«a 

%CMC<0**«4Lrt:. -tt/CElT^sUOaffl (* 

|Wt^Hi)fcj:0IWJ«3iajLfc. 

[0 1 36)IWH*(%) = I (OVAffi««4» 
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mx) ) xioo 

[0137J (2)tt* 

X4tZ*1-mi. W 2 2 tfMt£*ti 3 2 «/ki<0« 
[0138) 



[*4] 

*t*mm 



10 









Mm <*> 




«ft 




XmJU ii 


4 


D 


16.4 


«M22 


ItefAf ll 


4 


91.8 


100.0 


BwAt PC 


5 


28.6 


41.4 




l«/kf pc 


4 


23.8 


64.4 



[0139) 



m)**** mm 

^JI|^*±^#8T#yD1500** 
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TI Preparation of imidazo[4, 5-c] quinoline-containing amides and their 
intermediates and pharmaceuticals for atopic dermatitis 
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AB Title compds. I (X ■ H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-[3-(acrylamino)propyl]-lH-imida2o(4 r 5-c]quinoline-4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl , and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m ■ 2, n = 3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 



